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mmmcrMM] 

a. Kfff^n 

c. tfv^i-uyp'Oi—ii- 

Jfy7ne/Mf;H:/l'n-X, iK'J b— /UT/I^ — 
/K *° y h'-;pen iJFX 7;l^f>B$ t> L < \iT)V*? 

t* ■§» mtm 2 tiEa«*e»w. 
[ 11*11 5 ] . 5-10 . ot* h mim. 1-4 ciat 

<%RttWW. 

*Tisy. ^yu^i^y , Sln^7n^tyyy5^I 
l^^i < fc t> HIT* 4 3R&S 6 fcB»<3#ffiK 

[0001] 

•yAvy^LKtez com^m tztm £ k 4 m t # y x^- 

L,y^ij3-;l/ (jaTPEGfc*ii?^-4) **r*-&if: 

-T4. 

[0002] 

£ LTrtKWft^aWMi: LTrfJ)!R§;fxT^4. 4fc, 



imimhtih z\btimt>tix& y (^im-25808 

4) , 2/eu^-;l^jSB^ia^^SrtBi6fBKt 

WtetoMfrh . 5—&tftt£ L < . iDfftK (i6~8T 
fohZb jWn&*Vt 1^4 ( !SfllPF7-258084StfB*a&S 

umum) . ifc, a««ifcLTt3iffi»<oii*»6pHi4tfi 

ttJ: 0*4 y*£<8tfi#v^£a*M4U^2fiT^ 
fcfiv ifcft . S^b y LfcWWf: LT 

*iRM^ai«iJ^*ttft3fiTiffl»t--g. ; t 

C9HTfflltT*4, WM¥7-258084ti3^T^. pH£3 

~~5tz$m l * y b y r^-;^agms- hr* t t v ^ « 

ftT"*4„ iWio^rii:*^. #ttftiET»BJ&*0 
y'b' y r ; E-;t*»*{cjffl» LfcfiW5c^ttC«*utWH 

[0003] tf»ttftiST^ty^-;pt*t=»iw* 

7 7 >"£^Jir^4:fr£#IH^£:ftT^4 (#fflT8-1434 

75 ) 36 s , *wmt>tfT*L^)V hOy'hyryizXh'J 
b y ^-/i^fflWt &fF * L/s k i ^ s ifcttWPJWtc 

Jt . nisajiiPCT/jP99/o3io7'ti± . i^tr y ^^-^tc-re 

Sr# 4 ^46 fc , >K U V ;K- b 21^/4 i± >K U * * ^ 
x^U ViM^b 7yi t ^ ^-fe;Pa— XRXf/t tilt 
b Ka^y7nt;M f-;Hr/Hi— AtfOffi^^^rnrj^ft; 

h y T h y r y h L < fcfrtf - •/ ^ U y« RT»flflB*fc:o\i ■> 

[0004] Andrew X. Chen (Pharm. Pes. , 
1994^, 11(3), P398—401) fci±, Jf ^U^-^KfNWfr 
«MJ;LTh l J7b7ryi.L<ii ^y^yy 

w*^r»flaftSfcr3v^-c fcM'aiaK***^. W099/6447 
tea. 7°y y#f§xt±by 5 iSyms^-fhWyJ iv 
^mco^ B mtam±mk Lxr^ivv^yvyr yR 
if/xay-yiro y&v%fr&commi l zffmzti&& 

L^L^T3&^ . ffl^W^r^r^fP^S^^PEG t7tf 

;p h y 7° h 7 r yRV/t fzizy ^yyt, § ^ 

[0005] 

« , suftM 1 ttk ufc ^o^t^ivy y r 1- 7 r 
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Hgifij* 4»fmifiT*(cjaf»Lfc*ffiBn*»4 i t (eft 

mmm2 , 4ti<ii5 TTshLfz <t o izmm&ms 

[0006] 

VSiZtiX^&bn&ftt. i^iSSrKWiWtf.fcr, fit 
KiFJ, Miff, y^n^-y-/K ?nMJ7/-/K 

n^-tfyy, y/pyn^y-y, lln^7D^ffy 
y, ytXyn^M^y&i:', JfrN/P^^-OkxaL 01 
jiff, Ti^ynb'/W, ^'yy?nt';K -f Kyx'7y ^ 
y, b'/7t>^J:-\ ifato/hfiSK, yt>J^ 

->k z/vx?y-)i>%:b\ a^Mmm. mm. mm 
Wi.tr, nmiR yyy 

ftStS^fffeftS. 

[0007] T-ti~fobVy°h7T>li. yt^m\ti¥T 
>"7 A.f&mwmX'Z ttz. ] J V\zr>\ ->t fc 

nm^cr>m^mzim^Kh&, nun- v u ->a 

#'jyfc LTii*3Kfls? <**) , **Hbi£ (1*) , ±# 
-ft^iat (1*) t'y*yythy7At LTiiS 

mm. miM&xfitis&Z: a iwhtii Ea&ft&auft* 



t^y>, fc l < &*ti h commmzim $ ti& ma 
m&x*m ^xi>£^j)KffimLxm^& mmmm^m 

[0008] *%BJtCffl^^^LJSPEG(i, PEG-200, -30 
0, -600. -1000, -1540, -2000, -4000, -6000, -2000 
0, -50000, -200000&V-400000Wiffip D n i&T-ft3mmi 
M (**) 3&»6£JtV?n=f— /U-200, -300, -400, -60 
0, -1000, -1540, -4000, -6000, -2D000cr>ffi<&&TB 

PEGcDSM¥%*^M{c#(cf [JPfifi^V ^\ 400—50000 
^'fiiL< , 1000~20000#«fciff* SST^ 

< % $>&W?0& L < , fi*¥±%^M^'50000lilT 
co«^fcfi^*«ffi-C«^* i S < £ O-f-^arufciMff 

MtJJE^SWfflrttclBW-iifct^rK'Cfc*. PE 

[0009] ±ist7tr-fe^ h y 7° h y r vmf/t. 

t J fihm% i &m j fr^-t LT(±y^Hr;Pn-y, fc Ha 
^yTat/Mf^-fe/l/n-^. 4tU b"^7UT^3 — 

4 L<fi, y^-/Hr;H=r— Xt, L<«b Kn^y/oh' 
^y -f-;kfe;ka— . r;P^>^^H^c|^ 
StJ-^mt LTfi-7-h y/AS, ^/^^^ 

k LTfiJSBtfS, «BH^**WST#&. ^mizM^ 

^2%7ki§M<7)20 o Cf Cfe ft JS 12000mPa • sfgH^ 

»tt«li*^^26— 33%C0|gH^?4 LV^ MC(i^-«7j< 

t^ttSl5, 25, 100 , 400, 1500 , 8000 (IS^tiZfoJcJg 
ffi^20°CttgOmPa-s) CO t> «03&**> 4 . *^{CfflV^ 
tLSb Ko^ri>y°atVlxy^-;Hryt/n-y (4MT, HPMC 
tBgfjrrs ) fi, ±ieL^E^ n a p^JnWAfcJ; £ t , 
-t^y H^y;PSS.U : 'b Kn^y7nb";H«M¥(: 
^DSaffi (2208, 2906Jtt>*2910) f^fttix, $^>t 

jRia<oiH« t ti^fi5«4~iooooo ( mm i2i7mm<?)2 

0°C^JS<7)mPa-s) CO&CVtffoK). ^BiZX^^X'h 
^WJK10000OT<50 fc comit L\\ # U \l~)VT)V3 
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-)vt lt^x— ty-;^ lx a*&m&xm 
(M) , <m#rt-frtLx{im&xM (ft) . 

?^bLxmm\^TM (ft) , yyUPVAttX (ft) 
x^f Lta-f * (1*) *^TfJ 

M^ixTfc ^mzx^mmx-fo h . T;l^f yHX h 'J 

^Ali^S'yT/^'yfc LtSW^iI (ft) . X-y 

^r/Mfyfciyriaxx— k^s^t (ft) , x^xs 

Yb LT^yX/PfiyJc (ft) . (ft) a»6TffK§ 

fix fe •? SatcA^WCib 4 . jK U bx/p-tn U H X 
{irKUb'r:;Pb°ny K25, K30, K90#r?'J Fy(t 
Sfffll) att'-I-IXI7y'tA7 (ft) , y°y 

xYvt ltisp (ft) , mmm (ft) !&»4>rifjRSii 

[0010] ^^BJi^it^ttSft^^TkesMO^Jfi® 

m b l x . mm^mm , r^^v^rvyrymf/ 
ti. K^mmmt ixmmx-z &&wx'fommizm 

■f*) coilDKtiafiSo. ooi~o. 5W/v%t. ifrt LXtxo.oo 

5— 0.1W/vrt**4. DPYeoattsW.SW/VZBlTCtt, DPY 

o.ooiw/v%lil±cT)Jl^. -HbKtmSitflffi'?* Sfcftjff 
iU\ Mi-Ji\ /;l/7oJff-/y, ^yo^Xi/y, 

0l~3W/VTC*4. jMEjWW/vXJaT^*^, aBHW 1 **: 

+ft%mmmmx% ztzbbtit u\ r-tx 
0.01-2 w/wxfo * . aab&^ow/vxfilTCtt s ?5j£!± 

vzia±T*iii:3&*jff4 li\ PEGcommm&immo.i 

—1 OW/WTft £ , PEGcO fftg^'10W/V%JilTO^(i:7j<tt 

toon] *^e«^cofltm?s«t LT(*f*tK£ 

$ l \f&*. 2— lOOOraPa ■ sgg(?)SStf# ^fU> SJK#' 
ffiK, J: "9*f 4 L < {±2-100 mPa • s^OftMcD 
WfK#»i?.<t*aKTft*. M*Ji\ yX/yfe/l-o-y 
t LTflj&M^lSt (ft) it«0XX hn-X (§£*ffi 

ert^?-/ws>H3-j*fc txfiWf^iii (ft) aso 

y ha— X (tiil) 60SH50£fflVXc*§-£-&c:f40.5~ 2 
zm&. Tt'U \L-)VT>va~>Vb LXtf 'J b'xviXXr? 
-7H000 (g^t/UkS) £jm*fc^tettl~5BB* 
j&*M4 U\ 



[00123 *m^ffl&m\*mmm^mzmg& 
[0013] ^mtn^^Mcoptizmwf&tztbiz^ 

7°n for 5 y ^«5r f tflf/bM. 
[0014] *SMH<0*ffiHW*SMW-4fc:*fcoT. 

«o*ffl»ntaairr4 - fc^s «. . mzmtmb lxiz 
^ y ^Aftifj&w^fi.* . immt vxizmt^yy 1 

i'&M.mmy'^vmov ^^ym, 9 n n x * y - 

7ix;i/Xf;|/Til3-/lM / <>'yVl/7;l3-A- 
& ft F nflt h 'J^A, y ;|yb* 

ywm?v iv^yw*} u <?3*«i!ta^co^® 

SKE^X J- 'J XASr t'c^S-f^f'Wff ^ni> . 

[0015] #ftaj<5D*l4igf<it±y y/7>7 ^/i-y- 

fc . *^Hj W7 j<ttKM^ X5Xf -/ y 

fcofits^-ftfefetc, mmmm (mm. x-y^ 

(««i«fl) . 3EB3dffli^ (ft) ) fctfctciK'Jx^ 
P y 7 1 IV A b T )V 5 rSO y 5 * - h 8 (C b o L 

t frXc? h . #3KB<9*'i±»K«j£ ryy/Mz^mmm 

mi. mmftmi. mm^mi. m^mm. 
mm) , rtflg?Mi «uj<k «Matfflv^;t*s 

■C& S . i ^xSr fc t X rtflg^J^^-iiX 5 .Xf- 

[0016] DPY***tt»HOWK*0!3i^-4 fc . DP 
Y, PEG. X -y # 'J yX h 'J «>A * MM«ifcKfc» LJ1 
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fc«*jRtnu i<a^Lfca, i fc 

art-*. ^&^t£#««&i$'L mia* mmm. m 

[0017] HT(:Hffi«JPft*0^$4tl» 

[0018] mffl 1 
MMfM*50mUC0. 05gODPY s 0. 4gWf >y f] x )y- Na$. 
tf4.8g(?)PEG4000 (V?n;f-/P4000, B*Jfifll (tfc) ) 

4 USUI L . S h izo. 5&co e -r 5 J i] ?°n y 
IMJnU JWHBWtfc. lN^NaOHi L<t±lNcot£|g 
T'pH^ 5. 5&ffl[ L s aRfflJSbfc * ^SP-t & i t T'lOOmL 
izbtz. MM fLSO . 45 jui mcr>X y 7? y y j )V 

tsftwajTOK = (a - ( b 



WMSTSti'JMRLfc. *3t. »MfM*50mUc0.05 
g£0DPY.Kl/2. 4g<7)PEG4000£ SsjD LJlf¥ L£ . Z Z 

ai/vzr-fe*^ h U T b 7 r y*i§?£ ( MMiS : MM 
M7K50mLt25gcON-r-fe^;l~L- h 'J7h7r y£mM 

CDi&BMJDU pH£5.6£H£fflL «a«S7jcT'100mL 
Clit, ) crjO.&nLZmMLm^k, O.5g<0e-T$y# 

rny«£«ffliiU JWHBWLfc. lN^NaOHk L<JiiN 
EBTCpH* 5. L , ttmKR*£89irt-* £ t Tl 

(xw-fcLfc. mmLfdm?i&o.45um<7)j< yy? y? 

S^f'J (*KfNo.4) Lfc. JtRi: LT^HflcODPYyKtt 
SSflC** L . 7-fcf^MJrb7T>i>L< J4PEG4000 
«v>-m^-*-^^D L3ri ^lfcKfflDPY*ffiKW ( 

•eft£DDPY7j<ttMM£25*acffi# U DPY^te B B B ^tftii-r 
+ C ) ) *100 / ( B + C ) (1) 



b : ifc«BWB(b)t:tiv^T. mimmmmm-t^iTco^ 

c : JH8IKI(c)fc:*5tvc, KJOTH^jWaj-tia-CWBSfil 



k Liz. (l)^^fc»JtW{fiSE*iWiE<o«[*^- 
MMcOpJ^tSMSr^ Uft*)^ Ofc ^OT, ffi 



$Vyi> L<l±7Wf l J7f7ry (J21T, AcTrp 

[0019] 
[*-l ] 
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*-1 



No. 


1 


2 


3 






JfcRH 


JtBftl 


DPY (w/v*) 


0. 05 


0, 05 


0. 05 


VyUV >«Na (iM) 


0.4 


0.4 




PEO4000 (wM) 


4.8 




4.8 




0.5 


0.5 


0. 5 


NaOH. HCJ 


as 








5. 5 


5.5 


5,5 












1350 







No. 


4 


5 








J£IM 




DPY <w/vX) 


0. 05 


a 05 


C. 05 


AcTrp CwM) 


0.2 


0.2 




PE64000 (iM) 


Z4 




2.4 


z-7Z.StiZfaym Cw/vJ&) 


a. 5 


0.5 


D.S 


NaOH, HCI 


mm 


mm 




PH 




5.5 


5.5 




m&mw m&mn mm** 




20D 







[00 2 0] £tfc0!2 
MfflntSM<50mUC0. OSgODPY. 0. 2%^ -yfjW- Na& 
t*2. 4gc7)PEG4000SrgsjD LMW Ltz . tlN<7)iSl££p 
Hj&^Tfc£4*T^Uffl»Ufc. S^tc. MC (SM-l 
5. *hn-X<S»i«») . flMMs* (ft) ) &4W/VX 
J: 3 fc«*llB!*fc»*5-*t 4><?D*12. 5mLto. 
sgwe-rsytfrnyg^jfe&nL, JWPSKLfc. in 

cONaOHfc L<J41NOiSS-CpHS:5.5tlfflEL. 
*t»llrt-4ifcT10(W.fctfe. IIL^IJ?L{50.4 

*U *«W^)*tt»W <*fc&Wo.7) t Lfc. JtB^L 
T*fS B J«DPY*ttS5fflt*t L, "9" >y * U y ■ Na£ PEG400 

o i l < {±sm-i5o v tit*— % zmu l * v ^imm dpy 

fc„ 4fc, MfflW»*50mLK0.05g«DPY3a.U f 2.4g<?)PEG4 
000*«toLi«FLfc. iifclN<ioiB»*pH**3JBlTfc:* 

& * TaS!n UfflK Lfc . $ 6 £25W/V2AcTrp*iSf8£0. 8 
mLmODU %— tC=5r44"Cfi^fc. 4W/VZSM-15£12.5nL 



fco.5gfiOe-rsy*roy||*j(ant, Jff«§»L 

Jt. lNONaOH&L<«:lN^S?T'pH£5.5t£fBfiU M« 
»S* £ Jn-t £ £ i: "ClOOmL L?z . PIS t fcffl * ?L 

mz^mL. *«w<o*ffiBm (^no.io) tu. 

JtSS t L T *%BJ<7)DPY7Kt£S^Jt-M L , AcTrp fc PEG400 

ot> L < {iSM-^wm-rft^^r^m&iiL^viJtKfflDPY 

( «t*wo. taw ) & ungate j: *> mm t 

0, -9" •y^Uy£>L<J±AcTrp, PEG t MC«jft*§'B3gf«= 
[0021] 

im-21 
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2 



No. 


7 


8 












DPY (w/vSfe) 


0. 05 


0. 05 


0. 05 


•frvAU >-Na (w/v*) 


a2 


0.2 




PEG400D (w/v*) 


24 


2.4 






0.5 




0.5 




0.5 


0.5 


0.5 


NaGhK HCI 


mm 






PH 


5. 5 


55 


5.5 










717 








No. 


10 


4 


9 






Jfc«!« 




DPY (w/v*) 


0.05 


0, 05 


0. 05 


AcTrp (w/vIO 


0.2 


0.2 




PEG4000 (w/vft) 


2 4 


24 




9M5 (»/vW 


05 




0.5 


e -TAJ Cw/vfc) 


0. 5 


0.5 


0. 5 


NaOH. HCI 


22 


mm 




pH 


5.5 


5.5 


5. 5 




JfcfeSW 




■MPF^r 




978 







[0 0 2 2] HtfeM3 

MH»18*50iiLtO. 05gcODPY s 0. 2g^-tf -y # U V ■ Na& 
If 2. 4gc7)PEG4000SrgsjD LiSJf Lit. i i (ClNc7)fIit£p 
Hj^Tt** 4 Tm!llJ U§ j» L tz . § 6 fc25W/V%AcTr 
P*^$£0.8mLSsJlJU ^C^SirS^ 4W/V%S 
M-15S-12.5mLi;0.5g<50e-T5y^TnyK*asJnL. 

ml. MffliiWctJROirriifc'cioo^fcUfe. ism 

1) fctfc. JtJtti: LT*%BJ^DPY7Ktt»|f'Jt-ML. Ac 
Trp t> t < (4-9" •/ * 'J >cov ^-m* 1 — ^T^gsJn L ftv >Jt 

*-3 



«fflDPY7M4KM («£&No.7AtflO) £ HfltftTJ £(C=t 

*) mm Ltz.mmLtz *ti?tuovn*.wtm£r3 v > 

%0H^7KttS^J<7)|S H B B Waiiiffi«(4iE^^ § ftffi(~& 

"3 , vHstflw-TiriiMBftft*** & £ «t ^ l-c v^s . 

Otl PEG i; MC iftf&t h s fy^'jyi: AcTrpO 

KJWEi^fc^i^w^B^MasRmrft 4 - fc ass 

[0023] 
[^- 3] 



Mo. 


11 


7 


10 








ttttftl 


DPY (w/vX) 


0. 05 


0. D5 


0. 05 


^-Na (w/vJS) 


0.2 


0.2 




AcTrp (w/vK) 


0.2 




0.2 


PE04000 (w/vX) 


Z4 


2.4 


Z4 


«M5 (wM) 


as 


0.5 


0.5 




0. 5 


0.5 


0.5 


NaOH. HCI 


mm 


mm 


asm 


PH 


55 


5.5 


5.5 




*fegfl m&nvi nfestw 




437 







[0024] mmm4 

mS^M^OmUzo.3gcoy /uyn^iyy (J3Tr\ nflx 
atf2.4g<?5PBE4000*«ftlLSB!pLfc. 

S 6 (C25W/V»cTr P 7j<?f ?SSr2 . 4mLfsfln L . fcfc 4 $ 
t-a-n-f^s INcDNaOH i>L< (41Ni£SrC'pH£7. OCIfilfi 
U IBWIK^*jfiSlrt-*ii:'C10(W.fcLfc. IH®t 



A>rr;WS£as*U *lfeHBco*^8»J (MTfNo.12) 
kLfc. JtKfcLT*f^«NIlX*ffiKWfc:StL. AcTr 
P t> L < (4PEG4000?) I *-ftifr—-jf £ ma L ft V ^biKfflNF 
LX*tt«iJ (M77N0.13&W4) ^|SI«ft^(C J OP 
*Jt, M*»M*50raL(C0.3g^)NFLXS.V2.4gc?) 
PEG4000 ^ ^fin LJSHf Lit «, i i £lN(9iggS£pHi&«5JaT 
(Cft * 4 T'-Ssin Lmm Ltz, S (325W/V%AcTrp7i<^M 
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SLfz. INiONaOHt L<{41N^ffiTpH^7.0tc:iraSL. 

Jt3KfcLT*fMH<0NFLX*ffi»Wt:*tL» AcTrphP 
EG4000 1> L < (±SM-15C0V -.-riX* 1 -*^^ t V>itK 

o ut. mm Liz *n -ea^NF^ffiwntov^ 
fit* 0 , ssv ^a^Trawtawfe^ft s - 1 * * lt 

^„ O^O. HMflJ2T"t)^LJtJ; 0 AcTrp. PEG 
[0025] 

m- 4 



No. 


12 


13 


14 










NFLX (*M) 


0.3 


0. 3 


0. 3 


AcTrp (w/vSfc) 


0.6 


as 




PE640QO <w/v*> 


2.4 




ZA 


NaOH, HCI 




MM 


'MM 


PH 


7.0 


7. D 


7.0 












67 








No. 


15 


16 


17 


IS* 


**« 


JfctSfl'J 




KFLX Cw/vW) 


0. 3 


0. 3 


a 3 


AcTrp (w/vJS) 


0.3 


D3 




PB54D0O <w/vX) 


2.4 




2.4 


SW-15 CwM> 


0.2 




0.2 


NaOHU HCI 


as 


&s 




pH 


7. 0 


7 0 


70 








tUttfrtiiaSEft 


875 







[0026] HMSM5 
MMfSW^OmLtO. 05gWY. 0. -y # y y ■ Na& 
T/2.4g<©PEG4000£iK8ll UH* Lfc . £1N05««£p 
Hj^Tfcfc4*T«atoU&J»Ui. 4W/V%SM- 
15*12.5nLt0.5giOe-r5y^rn>-K^aSJnt, m 
if L£ . INtONaOH L < (21NC0tM$T'-pH£5. 5 till 

seu mmmm^mM^- hztfioomuzL tz, mm 

L fzffi. £?LS0 . 45 /x mCO ^ y 7 '5 > 7 4 ^ ? - T"<5 » 
U A>f77WKfc:as«U *f6W«*ttWW (®2rNo. 
7) fcLfc. ibKtLT^HfjcoDPYTfctt^JtML. -9" 
■y# y y ^3^64000^ L< t2SM-15W^a^— :lr£■ 
^®raL&^\lt«fflDPY7kM|lJ («i*No.8RV9) £H« 
^C^TjS t i 0 HISS L fz . 4W/V7„SM1 5 & 12 . 5mL^jD^ & ft 
*>"5fc, HPMC (60SH50. ^ hO-X (9£ffiM) . flGB 

^ ( » ) ) s- 1 . 25w/vzfcfc s «t a £«ms*£» m 



fc £40nL8sflH L^^9J«DPY^W7KttM^J 

(*fcfrNo.l8) fcWKLfc. ittttfc, -y-'/X/'jy-Na 
tPEG4000Sr3sJnL ; 5rV^bKfflDPY7j<ttSM («B5fNo.l 
9) 4W/VXSM15Srl2.5mL^Jp-rSfti5Dt, 

#wvUfcSL mamjM (ft) . litTPVAh^t- 

£ ) £1.25W/V%fc£r& i 5 (c*SailKH*(c»»S*fc«> 
SO £ 40mLgS JU L ^^BJ^DPY^TKffiSM ( M^TNo . 2 
0) SrP^t/^. JtKfcLT. -9"'/^y >--NahPEG4000 
*i^L*V^Jt«fflDPY*tt«W («HrNo.21) SrISlML 
!t. 4W/V3£SM15^12.5mU^jD-rSfti5'9t. ^'Jh-il- 

troy (rjy k>- (a#Mfi) K25, t— i-ix 

X7i^>/t^ (ft) . OTPVPisB&BrTS) $rl.25W/V% 
«t -5 tM*»»*t^»§-fr^i>W^40mL^jDL 
^*^HJ§cODPY^*1t»M (M^No.22) ^lit?Lfc. 
JtJR t LT , "tf y ft y y ■ Na t PEG4000 Sr^JP t=5:V ^JtKS 
fflDPY7j<ttMfiJ (M^No.23) SJPWLfc. 4H/VXSM15^1 

h cr>^40vLmm Ltz^wmwY^7i<.'\mm ( 

o.24) ZmmLfz, itWttLX. ^-y*Uy-Nai:PEG40 
OO^^JnL^ViJrtKfflDPYTKttMS'J (^No.25) ZMW 
Ltz. 4W/V^SM15Srl2.5mLaSJn-ri>fti5y t, drb-tfy 
(^MfVlO. ft3t*4l^X* (ft) ) fcl.25W/VXtcS:S 

H^DPYir^Tfctt^J (M*No.26) frWKLfc. JrtK^ 
t T . -y ^ y y ■ Na t PEG4000 £ SsJlI L=5r V ^ JtRfflDPY 
*ffiWW (^No.27) SrliSt^. 4W/V%SM15*12.5mL 

I* (ft) ) Srl.25W/V%t*4j:5(cifflH»»*fcjfflW 
S-frfc i> CO Sr40mL?35jlI LfcDPY-^TfcffiSSW ( M^TNo . 2 
8) ^IMMLT'i. irfcKtLT. -^•yX?y >'NatPEG4000 
*«HllL*l«PY*ffiHW (^No.29) ZMMLtz, 4W 
/VXSM15 & 12. SmimhU-th itt> 0 1 , hT/lnyl Na 

(bninvty HA-a. tr- (ft) ) &i.25w/v 
LfeDPY*^T7feffiBW (M^rNo.30) tiWLfc. Jtttt 

LT . -y ^ 'J >- • Na t PEG4000 & }3S JD L =5: V ^DPYtK'I4M 
M (M^TNo.31) ZmMLtz, 4W/V^SM15Srl2.5mLasJirr 

-104. Sl^MiKl^ (ft) ) ^0.25W/V%(c^Si -5 K 
MM»l?7jct?W»$4*:/i fc C0Sr40mLmSa L^DPY-^WtK 

(»No.32) SWRUfc. ibKhLT. Hf 
y y ■ Na t PEG4000S: ffi Jd L & V ^DPY7KttSM ( M^TNo . 3 
3) SrliSlLfv:. IIIIML^^ix^'iiODPYyKeKMt'?^ 
X , DPY^ B H H ^'Wmt-^^T'Wlf#P H l^iISL^ 0 
T, HifeM 1 fcra«**J6(cJ: ^*»a^»l4^ftt 

JllL^7K?§tt&^«4'T^S«fffiSffig* i iE«fflt^ 
■o^cOJiMC. HPMC. PVA. PVP. T)V*?vm-^mf*Y 



(9) HI2001-48807 (P2001 -44<A) 



SsMi^ <y # >J y t PEG?) RTffff3&jK£ SSW § C fc # 

[0027] 
[IS- 5] 



(10) 32001-48807 (P2001-4$rS» 



No. 


7 




18 


19 


K# 








OPY Cw/v96) 


0.05 


0. 05 


0. 05 


0. 05 


LI V-Pta Cw/vH) 


a2 




0.2 




PEG4D00 OM> 


24 




2.4 






! MC 


MC 




WW 


C»M) 


as 


as 


as 


as 


e-7* = y^JT'n^SI Cw/vK) 


as 


0.5 


0.5 


0. 5 


MaOH. HCI 


mm 


a* 




mm 


PH ■ 


5. 5 


5. 5 


5.5 


5.5 








mm 






717 


667 




No. 




21 


22 


23 






JUMH 






DRY (w/vft) 


GL 05 


0. C5 


0.05 


Q. 05 




0.2 




0.2 




PEG4000 (w/vfe> 


24 




2-4 






PVA 


PVA 


PVP 


PVP 




as 


as 


0.5 


15 




0.5 


a 5 


0-5 


0.5 


NaOH. HCI 


« 


mm 


«S 


mm 


PH 


5.5 


5.5 


5.5 


5. 5 














433 


150 



No. 


24 


25 


26 


27 


E# 


*m 






1HMI 


DRY (wM> 


0.05 


D. 05 


0. 05 


0. 05 




02 




0.2 




PE64000 Cw/vft) 


24 




2.4 
















as 


as 


0.5 


as 




as 


as 


a. 5 


0.5 


NaOhk HCI 


M 


a* 


M 




pH 


5.5 


E 5 


5. 5 


5. 5 














25 


25 



No. 


28 


29 


30 


31 










OPY (w/vK) 


0- 05 


0.05 


0. 05 


a 05 




0 2 




0.2 




PE64000 Cw/vPa) 


24 




2.4 












fc7JW>»-Na 


JGftlMOTBME C»/vX> 


as 


as 


(15 


as 




as 


as 


0.5 


0.5 


NaOH, HCI 


as 


as 


&S 




nH 


5.5 


5.5 


5. 5 


5.5 




ram 




BMW 






-So 


-75 



No. 


32 


33 


8 


E# 




Jttettl 




DPY («/vS) 

ITvAU >'Na (w/vfe) 
PEG4000 t«ASl) 

*»ttH^F©ai* <wM) 

NaOH, HCI 
DH 


a 05 

0.2 
2.4 

ai 

0.5 
£S 

5.5 


0.05 

ai 

0 5 

5.5 


a 05 

0.2 
2.4 

0.5 












-33 





[0 0 28] HS6M6 
Mffli!W<50mU3DPY (lmgt L<lt0.5g) ,&t/PEG4000 

(o.igi>L<(±iog) fcaaiiUIHf Lfc. ^ituwMi 

v# U >- Na ( lOmgk L < li2Qg ) L < liAcTrp ( lOmg 



>n*mwL, mnmmtk, pastes:* a-csNoja 

M&WftaLtZ. £<r&CWV%c7)SM-15£l2.5mLk L<f22. 
5nL8sJH Ll-^fi . »M»»7K Sr^fiDt- 6 £ fc TlOOmLfc 



(11) 12001-48807 (P2001-4:jA) 



(&VJTN0.34, 35, 38, 39) kit. MffifM*50mU;:l 
0ragc7)DPYS.t/2.4g<7)PEG4000^asJ[I Lflff L/£ . ZZiZl 

fc. 3. lg <W -y # y > ■ Na L < (i25W/VZAcTr P 7K^tSr 
12. 4mLRlX4W/V^SM-15£12. 5mL^3n L , fltfftgff L 
fc. pH36*10.0(C*4*TlJkONa(H&aanrU. fcWRflS* 
^asjn-r & i i: TlOOiLfc Lfc . li» t JtJR* 7LS0. 45 

*U #f&^*M4iSffl (M^TNo.37, 41) tU„ Sfi 
*70mLt4.0g«SM-15$rjfe!jnt, ^-fScflL SM-15***J!W 
Si'CjJcJfrTflH'FLfc. 0.05g«DPY&tf2.4g<»5 
PEG4000tr?3sJP UIWLfctt. lN««K*pI»«3JSlTt:* 
6£Ti»U§8?Lfc, 3.1gcD-tf>y^'Jy -Na 

t L < (±25W/V%AcTr P 7K?§vS^12. 4mLS.t/0 . 5gC0 e-TS 
y#Tn>'ffi£8$JilU JWRiWUfc. lN^NaOHi>L< 
{ilNO^T- P H^5. 5fci«U MM»»*^^SD-f-S 
<T t TlOOinU; Ltz <, Dili L^jSSr ?LSO. 45/z m^^ 

cO/KttMM (M*No.36. 40) tit. MffltlW<50mL 
tCNFLX (10mg^ t<ii3g) &f c 'PEG4000 (O.lg, 2.4gt 
L<tilOg) £SanUifFL;fc. iitlN<0«K*pHA<4 

6 



OTfc&SS'T^UfflllL.fc. S&fc. AcTrp (10m 
g, 3.1g£,L<(±20g) £&sflPU a^4h&*t^Tilf» 
* TSN^NaOHSrasjDtJt,, M^T4W/W^SM-15£r5m 
L < til2. W-iSfillU %— lNcONaOH^ L 

<{ilNOJSBaT-pHSr7.0t L<t48.5(dP»U MffllS 

*£*anr$-* - t -cioomLtc ut. mim tfzm^im. 4 

«U *»B)!^*ffiWW (J^No.42, 43, 45) fc L 
Jt. »*70mL^4.0g^SM-15?r^JPL, #iStf£. SM-15# 
JfflPW-S 4 f/JC^Tfttf Life . 0. 3g WLX&V 

2. 4g<7)PEG4000Sr aSJP LflfffJL lN«JSIi£pH#"5,lXR~ 
& 5 4 T8S SP L ft M U:. § h Iz . 25W/V%AcTrp*^?g 
*12.4*L*a&JnU lNONaOHkL<i±lN 
«iSKT"pHSr6. 5K8»U Mlffl!flbfc£j&ftr9-£ £ t 
TlOOmUCLfc. l)Ii?Lfc^£TLf£0.45;uin<7)^y:/5y 

ttSM (M^No.44) t Us. SWBtfc*»!H«*ffiH 

[0029] 
[IS- 6] 



No. 


34 


35 


36 


37 


DPY (w/vSb) 


0. 5 


0.001 


0^05 


0.01 


-fry 2>U >-Na (w/v») 


20 


0-01 


3.1 


a 1 


PEG4Q00 (w/v9b) 


10 


0.1 


2.4 


2.4 


SM-15 (wM) 


0,5 


0.1 


4.0 


0.5 






0.5 


0.5 




NaOH, HCI 


mm 




mm 


'MS. 




5. 5 


5. 5 


5.5 


10. c 























No. 


36 


39 


40 


41 


DPY Cw/v?0 


0.5 


0. 001 


0. 05 


0. 01 


AcTrp CwM) 


20 


0. 01 


3.1 


3. 1 


PEG4000 (w/v3b) 


10 


0. 1 


2.4 


2.4 


SM-15 Cn/vSi) 


0. 5 


0. 1 


4. 0 


0.5 




0. 5 


0. 5 


D. 5 




NaOH, HCI 


mm 


m& 




mm 


pH 


5. 5 


5.5 


5.5 


10. c 
















WttL 


«k4L 


»t4 L 



No. 42 43 44 45 



NFLX Cw/vK) 


3. 0 


0 01 


0. 3 


0.01 


AcTrp Cw/v9i) 


20 


0 01 


3. 1 


3. 1 


PEG4000 («yv?b) 


10 


0. 1 


2. 4 


2.4 


SM-15 O/v90 


0. 2 


0.2 


4. 0 


0. 5 


NaOH. HCI 


iSl 


mm 


at 




pH 


7.0 


7. 0 


6,5 


8. 5 























[0 0 3 0] 



MW»Sbk500mL i-DPY (0. 2—0. 5g ) , >y ^ U y • Na 



(12) 12001-48807 (P2001 -4)m$ 



(io~~50g) . PEG4000 ( 20g) , ?no/^;-;i/ (4 
g) av'Naci (2.3g) SrsfefraLJKif L£o zzizwcom 
MZpnmttTiz^&tTmmLmmttz* 4w/ 

V%SM-15£l25mL b 4gCO e-7Sy*7n VS^r Mitt L „ 
JI^Mt^. lN^NaOHt L < Ji:lN<7)^gfCpHSr5. 5tC 

ft- 7 



CDWY^jm&mm (®?fNo. 46^50) t Lfz. MML 
Jt^HJO^HM^ 25°C fc L < {±7°CT3 y H Talffi^ L 

[0031] 



No. 


46 


47 


48 


49 


50 


DPY (w/vK) 


0. 02 


0- 03 


0. 04 


0. 05 


0. 05 


V-Na (wM) 


1.0 


2.0 


2. 0 


2.0 


5. 0 


PEG4000 (w/v90 


2.0 


2.0 


2. 0 


20 


2.0 


SM-15 (wM) 


0.5 


0.5 


0.5 


0.5 


0.5 


e-7^*ya>8 (w/v!6) 


0.4 


0.4 


0.4 


0.4 


0.4 


^ (w/v?6) 


0.4 


0.4 


0.4 


0.4 


0.4 


NaCI 


0. 23 


0. 23 


Q. 23 


0. 23 


0. 23 


Na0H v HCI 


3£ 










PH 


5. 5 


5.5 


5.5 


5. 5 


5.5 
















mv& u 


«<bft L 






3Efbfc L, 












£<fbfc Lr 



[0 0 3 2] 

Sa«M7l<500mLtC:3g<?5NFLX. ^n^-f^ (JJTr\ 0 
FLXtB&^-r-S.) i LOin^n^^ (tTF, LFL 
Xb9mtt) &V24g^)PEG4000Sr^JPtM i l £ t^. d 

§ tC25W/V»cTrp7K?§?g^l60mL^JP L » tC* 4 4 
TS-^a . INtONaOH i, t < (± lNiSiSTpH £7.0 tdNSE 
L, «afflW^*JR»rt-Sii:-Cl()0<W.fc:Lfc. 

8 



^M*?Lfl0.2/zm£7)^>'7'5>-7 -T T^iiU 5m 

**tt*ISM («t*No.51, 52. 53) fc Lfc. MKLfc 

*%pn<7)&w?&25°c hL< m°c-c3 ? ft mmf ttz . 

[0033] 
[IS-83 



No. 


51 


52 


53 




0FLX 


LFLX 


NFLX 


HEtoSg («M) 


0.3 


0.3 


0.3 


AcTrp (*M) 


2 5 


2.5 


2. 5 


PEG400D (w/vft) 


2 4 


2.4 


2.4 


SM-15 Cw/vJi) 


0.5 


0.5 


0. 5 


Na0H v HCJ 




mm 


mm 


PH 


7. 0 


7. 0 


1. 0 















iEfbft L, 


SEfbS: O 


7X«ff3*Jl»«>tt« 


mt<tu 


Cfbft L 





[0034] 



(51) Int. CI. 7 

A 6 1 K 31/538 
31/5383 
47/32 
47/34 
47/36 
47/38 

A 6 1 P 5/38 



F I 

A 6 1 K 31/538 
31/5383 
47/32 
47/34 
47/36 
47/38 

A 6 1 P 5/38 



(##) 
4C086 



(1 3) 1200 1-4880 7 (P20 0 1-4J It 



7/02 
25/02 
31/04 
31/10 
31/12 



10 5 



7/02 
25/02 
31/04 
31/10 
31/12 



1 0 5 



// C 0 7 D 215/56 



C 0 7 D 215/56 



403/04 
487/04 
498/06 



14 8 



403/04 
487/04 
498/06 



1 48 



F^-A(##) 4C031 PA02 



4C050 AA01 BB08 CC08 EE04 FF01 

GG04 HH04 

4C063 AA01 BB02 CC34 DD14 EE01 

4C072 AA02 AA06 BB03 BB06 CC01 

CC11 EE07 FF07 GG09 HH08 

UU01 

4C076 AA12 AA24 AA93 BB01 BB03 

BB11 BB24 BB25 BB26 CC01 

CC11 CC14 CC30 CC31 CC35 
DD51E DD61E EE16E EE23E 
EE32E EE36E EE37E EE60E 
FF15 

4C086 AA01 BC29 BC50 CB10 CB22 

GA12 MA13 MA17 MA52 MA57 

MA58 MA59 MA66 NA02 ZA26 

ZA42 ZA54 ZB33 ZB35 ZC08 
ZC20 



